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vidierein 

Lj is a 
Dis 

cell; 

Z is 
moiety that is 
thereof; 

Rii is £ 

Ci^alkyls, C3. 
cycloalkyls. 



ilkyl 



Ci-6 hetcroa 

Ci_e alkyls, Ci. 
C3.8 cycloalkyli 
cyano-, catboxj^ 

At is a 
hydrocarbon or 

(ni),(r), 

(P) is 
wherein Z[D]y i 
hydrolyzed therfeja 



izetb 



IS 



bifuQCtional linking moiety; 

noicty that is a leaving group, or a residue of a compound to be delivered into a 

ctvalently linked to [Djy. wherein Z is selected from the group consisting of: a 
actively transported into a target cell, a hydrophobic moiety, and combinations 

Y3 and Y4 are each independently or NR12; 
mono- or divalent polymer residue; 

Rio and R,2 are independently selected from the group consisting of hydrogen, 
j|2 branched alkyls, €3^ cyclualkyls, C,^ substituted alkyls, C3.& substituted 
substituted aiyls, aralkyls, C,.6heteroalkyIs, and substituted 



aryis. 



5; 

II5 and Re arc independently selected from the group consisting of hydrogen, 
alkoxy, phenoxy, Ci^ heteroalkyls, C^s heteroalkoxy, substituted €,.5 alkyls, 
substitute cycloalkyls, arjds, substituted aryls, aialkyls, halo-, oitro-, 
Ci-6 carboxyalkyls and Ci-6 alkylcarbonyls; 
ijnoiety which when included in Formula (I) forms a multi-substihitcd aromatic 
a multi-substituled heterocyclic group; 
( s), (t), and (u) are independently zero or one; 
or a positive integer; and (y) is 1 or 2; 

capable of crossing the membrane of the target cell and is capable of being 
to release D. 
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Please amendl claim 

2, (Amended) 



4 



Chfc 



-c— hc 
I 



R 



wherein; 
M is X or Q; 



w t ere X is an electron withdrawing group; 



Q is a moiety co itaining 



(a) and (f 

(b) i5Z 

Cg) is a p|([)5itive 
(q)isti 
R7, Rs, B, 
YsandTt 



diim 7 as follows: 



Please amend 

7. (Tvvice Alijnended) 
(SEQIDNO:!) 



Please amend cldim 

18. (Amcndedj) 
ofOandNRi2. 
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2 as follows: 

The compound of claim 1, whacin L, is selected ih,m the group oomirtiiig of: 



r 

L J 



r ~i 



r 



,and 



Y3 



ining a free electron pair posirioned three to six atoms from -C- 
1) ate independently zero or a positive integer; 



or one; 

integer; 
or four; 



4, Ri5 and R,8 are indepcndendy selected from the group which defines R.,; and 
i are indqjendetitly O, S, or NR12, 



or 



ITie compound of claim 6 wherein the peptide is Gly-Phe-Leu-Gly 
Gly-Phe-Leu. 



18 as foUows: 

The compound of claim 2, whereinX is selected from the group consisting 
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Please amem 

31. (Twic( 
compound of IqDrmula: 



m 



with a compound of foimula: 
IV 



.bijRincti nal 



til at 



transpc^rted 



wherein B is a 
Li is a 

D is a moiety 
Lx is a leaving 
Z is covalendy 
actively 

Ri- R4j 
Cih6 alkyls, C3. 
cycloalkyls, ai 

Ci^ alkyls, C,^ 
Cj-g cycloalkyls 
cyano-, carboxj 

Ar is a 
hydrocarbon or 
(m), (r), (s). (tX 

(p)is 



zero 



cl&bn 31 as follows; 

Amended) A method of preparing a tctrapartate prodrug comprising reacting ; 



fR2]r 



c- 
I 

Rio 



P 



m 



[RfiJt 




Lx^Z-[Dly; 



eaving group for Fonnula HI; 
linking moiety; 

is a leaving group, or a residue of a compound to be delivered into a ct;ll; 
jroup for Formula IV; 

inked to [D]y, wherein Z is selected from the group consisthig of; a moiety that is 

into a target cell, a hydrophobic moiety, and combinations thereof; 
P, Rio and R12 are independently selected from the group consisting of hydrogen, 
branched alkyls, C3-8 cycloalkyls, Ci-6 substituted alkyls, C.-,-^ substituted 

substituted aryls, aralkyls, CiHjhetcroalkyls, and substituted heteroalkyls; 
.5 and R^ are independently selected from the groiqj consisting of hydrogen, 
alkoxy, phenoxy, Ci-g heteroalkyls, hetcroalkoxy, substituted Ci^ alkyls, 
C3-S substituted cycloalkyls, aryls, substituted aryls, aralkyls, halo-, nitro-, 
, C]^ carboxyalkyls and Ci^ alkylcarbonyls; 
rWoiety which when included in Fonnula (III) fomis a multi-substituted aromatic 
multi-substituted heterocyclic group; 
ind (u) arc independently zero or one; 
or a positive integer; 
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(y) is; 6he or two; 

Yu Yi, Y3 and Y4 are each independently O, S, or NR12; and 
Ru is a mono\|alent or divalent polymer rcsridue. 



Please amenc 



32. (Twic^ 
compoimd of tt>rnmla 



aryls. 



with al 
L\ is a 
Lais a 
Z is 

moiety that is 

thereof; 

Ri, R4, 

Ci^ alkyls, C3 

cycloalkyls, 

R2,R3, 

Ci^ alkyls, 
C3-8 cycloalkylt, 
cyano-, carbox^ 

At is a 
hydrocarbon 01 
(m). (r),(sX(t> 

(P)is 



claim 32 as follows: 

Amended) A method of prqparing a tctrapartate prodrug comprising reacting a 
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zero 



R9 

■c- 
1 

Rio 




Y4 
II 



C— Yi-c-Z— La 



east one biologically active material; wherein 
fc ifunctional linking moiety; 
leaving group for formula V; 
covalently linked to La and wherein Z is selected from the group consisting of: a 
ictively transported into a target cell, a hydrophobic moiety, and combinations 



1 Rio and R12 are independently selected from the group consisting of hydrogen, 
branched alkyls, C^.^ cycloalkyls, C^^ substituted alkyls, C^^ substituted 
1, substituted aryls, aralkyls. Ci^heteroalkyls, and substituted C^^ heteroalkyls; 
and R^ are independentiy selected from the groitp consisting of hydrogen, 
alkoxy, phenoxy, Ci-s heteroalkyls, Ci-g heteroalkoxy, substituted Ci^ alkyls, 
C3-8 substituted cycloalkyls, aiyls. substituted aryls, aralkyls, halo-, nitro-, 
Ci^ carboxyalkyls and Ci-6 alkylcarbonyls; 
moiety which when included in Formula (V) forms a multi-substituted aromatic 
a multi-substituted heterocyclic group; 
and (u) are independently zero or one; 
or a positive integer; 

and Y4 arc independentiy S, or NR12; and 



Y3 
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Ru is a 
whereim 
material. 



Please amend ^ann 36 as follows: 

3 6. (Amend ed) A compound of Formula I: 



wherein; 

Li is a 
each D 

detectable tag, 
Z is 

moiety that is 

thereof; 

Ru is a 
Ri,F4, 
alkyls, C3. 
cycloalkyls, 

Rzs R35 
Ci^ alkyls, 
Ca^ cycloalkyl 
cyano-j carboxj 

Ar is a 
hydrocarbon o: 

(m),(r]( 




arylSj 
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monovalent or divalent polymer residue 

after the reaction Z i$ covalcntly linked to the at least one biologically active 



Yd 
n 



C— Y,-C-Z-p]y 



:ifimctional linking moiety; 

:iioiety is independently a residue of an anticancer agent, an anticancer prodrug, a 
( )r combinations thereof; 
cbvalently linked to [D]y, wherein Z is selected from the group consisting of: a 
actively transported into a target cell, a hydrophobic moiety, and combinations 

Y3 and Y4 are each independently O, S, or NR12; 
Gttono- or divalent polymer residue; 

1^9? Rio and R12 are independently selected from the group consisting of hydrogen, 
1I2 branched alkyls, C3-8 cycloalkyls, Ci^ substituted alkyls, C3-8 substituted 

substituted aryls, aralkyls, Ci^heteroalkyls, and substituted Ci^ heteroalkyls; 
; I5 and are independently selected from the group consisting of hydrogen, 
alkoxy, phenoxy, Cj-g heteroalkyls, Ci^ heteroalkoxy, substituted C^-^ alkyls, 
, C3.8 substituted cycloalkyls, aryls, substituted aryls, aralkyls, halo-, nitro- , 
-5 Ct^ carboxyalkyls and Ci_6 alkylcarbonyls; 

moiety which when included in Formula (I) forms a multi-substituted aromatic 
a multi-substituted heterocyclic group; 
(s), (t), and (u) are independently zero or one; and 
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(p) is 2^ or a positive integer; and (y) is 1 or 2. 

Please amenti claim 37 as follows: 

37. (Amended) A compound of Formula I: 



0) ^11—' 




wherein; 

Li is a 
D is a 

cell; 

Z is cc 
moiety that is 
thereof; 

Rii is a 
Ri, R4, 

Ci-(salkyls, C^.^ 

cycloalkyls, 

C(-6alkyls, 
C3-8 cycloalkyls, 
cyano-, carboxy- 

Ar is a 
hydrocarboa or 

(m),(r). 

(p) is zciM) 



aryJs, 



Y4 
II 



R4 



^ifuncliooal linking moieiy; 

thoiety that is a leaving group, or a residue of a compound to be delivered into a 

alently linked to [D]y, wherein Z is selected from the group consisting of: a 
ictively Hansported into a target ccU, a hydrophobic moiety, and combinations 

Y3 and Y4 are each independently O, S, or NR12; 
ijnono- or divalent polymer residue; 

Rio and R12 are independently selected from the group consisting of hydrogen, 
branched alkyls, €3^ cycloalkyls, Ci^ substituted alkyls, Cj^ substituted 
I, substituted aryls, aralkyls, Ci^>heteroalkyls, and substituted Ci^ heteroalkyls; 
and Rg are independently selected from the groiqj consisting of hydrogen, 
ilkoxy, phenoxy, Ci^ heteroalkyls, C j.8 heteroalkoxy, substituted Cj^ alkyls, 
Cs^ substituted cycloalkyls, aryls, substituted aryls, aralkyls, halo-, nitro-, 
, Ci^s carboxyalkylfl and Ci^ alkylcarbonyls; 

dioiety wiiich when included in Formula (I) forms a multi-substituted aromatic 
multi-substituted heterocyclic group; 
I, (t), and (u) arc independently zero or one; and 
or a positive integer; and (y) is 1 or 2. 
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